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tfccoT/u^r/ug, #J;Ltfy ^A'g, ^fvi-g. tVU 
^V^ntVuS. ^/Ug, -f y^A-S, sec- 

g. 1, 2-^f/uypt>s, >fy^^->/PS, 2 
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[0016] A^^«gJC^blx5^'7 t ciT y — yUTA-^r 
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[0 0 17] B«0*«i(C*bnS r«»$jxfc*/^^r 
i'/i-gj lc*D^T{£!iS<tf;i:. y^/K ^^vK t 
^vl'ft ^{g^T/i^/uS ; p-y h^y^y^/u, p 
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iiffb^^o Sfc, »5cLT»fe*Lfc<fcM&«rN. N- 

10 

[0 O 6 5 J 

7y HKKftWiHHtt^& ^P-f^ M^^B 4 (LTB 
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<»U&. ¥8fs, ^te J: 0*L 

i$3tJ5£ A lB^tdfiO. lmg — l, OOOmg , 
jif* L < li**J 1 rag~500mg £10 1 -HSIfiJK.fc>ttTiK-5- 
t5. jSWroi^B, ii^l /ig/kg~ 3.000m g/kgTfc 
"9, L< (4^3 j/g/kg~l,000/ig/kgT-£>5o 

[0071] mm<t(r>m*m%<n&im®#&m\ ftfe 

■miRM, »fefflL «*«**>]* ^&ao*.fc». *«fe«w«t 
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[oo7 2] mnmt itn, 



7^>\ i/zxL=7y9^ t KP^r^ofcVuir/Up-X, 

r^r^hy^ ^mf-^mK m^mti^xn, 

[0 0 7 3] 

V\, it, *«W^aW»R«r§Siti-SSR^ffli/^tt€> 
[0 0 7 4] Si^gijl 

3, Kp-6- h^r->^ h^r-» -2H- 

1 -^y/b°7>- 7 — fl/U^u^fc K 

[0 0 7 5] 

[ft3 0] 

0CH 2 0CH 3 
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[0 0 7 6] 3, KP-6-t Kp^'>-2H 

- 1 -^>yf7 7 -y&yU^n^fc: K12. 7g £:N, 
N-^fy^AT^ K lOOmlMfg^U 0 o CM^ai 
Lfco 60%7K3S^b-^ h V VJ* 4.0g^lO°CJ^T-t:^Dx. 
tZa fitliX? n a * =TfV 6. 9g 4-^Dx.30 

*'>9ATR«IU «EET»ttLfco »ilE*:^y*y^ 



EMJB^PS - 3 1 0 7 2 4 
22 

[0 0 7 7] • * H-NMR (400MHz, CDC1, ) 6 ppm ; 
2.00(tt, J=6. 0,6.0Hz, 2H), 2. 83 (t, J=6. 0Hz, 2H) , 3.52 
(s, 3H),4. 16(t, J=6.0Hz,2H), 5.2l(s,2H), 6. 91 (s, 1H), 

7. 24 (s, 1H). 10. 38(s, 1H) 

saw.? 

_(A±±¥A.L*?<) -2H- l — <y /b°7> 

[0 0 7 8] 
[ft 3 1] 

OCH2OCH3 




[00 7 9] (1) 7-7^^-3, 
h^v"^ h^r'» -2H - 1 
tfyl^/U^fc Kl. 37g Sr>^ c? a >■< ? >50ml^igri> U 
80%m-^ a DiS^S#itl.28g Sr^*-ro*D^.^o K 

®ffi30mlSr»Dx.fc o fftllt^^^L, v^do 

(2) #bftfc««t 1.3g£^*/— /l^OmlfCfg^U 5 

(3) t#btt/c^rl 1.2g*N, 

K20ml(Cj8a»U OTCKfciPLfc. 60%tK*^ h !J * 
A360mg Sr, 10 o CJ^TT^Px./c o ^fit*30^«^Lfc 

-tZk, »IEfb^ft l.lg**»feilll««i4Lt»bft 

to 

[0 0 8 0] • ' H-NMR (400MHz, CDC1. ) 6 ppm; 
1.94(tt, J=7. 0, 7.0Hz, 2H), 2. 68 (t, J=7. 0Hz, 2H) , 3.65 
(s, 3H),3. 81 (s, 3H), 4. 09 (t, J=7. 0Hz, 2H) , 5. 06(s,2H), 

6. 80(s, 1H) 

3, 4-Ot Ko-7-t F'D^ry- 6- (^h^r^>^ 



( 13 ) 



5-310724 
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. Mt.?d. n.5 r. <3 ~ k " ^ '^'^ f' u > z. 2 h - i — 

[00 8 1] 
HC3 2] 



0CH 2 0CH 




20 



24 



10 



[0 0 8 2] (1) 5-^a^e-3, 4-^tKn-6- 
h^r^ -7- (^oi^/U^ h*i/) -2 

H - 1 — <y/t°7V 1.3g3rM*7^ h^t Ko77> 

1.6M n-^ypy^-^A^^ViSa! 2.7ml£-65 

3-b°y ^y^M>^7^ft K 470mg£r— aj-JHJx. 
«^>o< 9 ^ifil:IL, SOmlOTk^Dx.. Bfflfc^ 

(2) (i)-e#6nfc»ac 2.0gS:t o y yysaiics^ 

U fl^klfBISmlSraOx., ^ar* 2.5B$Pfl«l$U^: 0 
**WBET«*Lfc. 

(3) (2)-e#e>n^aias2 g£^/ — ^ 2oomik:?g^ 

U 10%s<7 is trJ±l%m (50%^;*^) 1.3 g^P^:. 
6l*ra«r«a«EE-C**aS*0S:tTofc o AttXSr 

*fffiL/c^Sr>r y^ofcfyu^— tvu-:^ y — yv (5 

%) ^^r^^-r5<t, SEft^ftf soomg^efe^s 

[0 0 8 3] • ' H-NMR (400MHz, CDC1.) 6 ppm ; 

OCH2OCH3 



1.94(tt, J=7. 0, 7.0Hz, 2H), 2. 51 (t ? J=7. OHz, 2H) , 3.58 
(s,3H),3.95(s,2H), 4. 07 (t, J=7. 0Hz, 2H), 4.75(s,2H), 
6.43(s, 1H),7. 18(dd, J=5.0,8. OHz, 1H), 7.34(dt, J=l. 
5, 8. 0Hz, 1H) , 8. 4 1 (dd, J=l . 5, 5. 0Hz, 1H) , 8. 44 (d, J=l. 5H 
z, 1H) 

mmm2 

2, 3-^t: KP^r'>-5- (y K^y-y 

Mi^O - 4 - (3- e y^/Mf/l/) ^<y/77 > 

[0 0 8 4] 

Hk3 3) 

0CH 2 0CH, 




[0 0 8 5] 4 - ^ P - 2 , 3-yfc Kp-5- (y 
h^rv-y h3r~» -6- (^m^ywy h3r-» ^<>/y 

[0 0 8 6] • ' H-NMR(400MHz, CDC1 3 ) 6 ppm; 
2.98(t, J=8. 5Hz, 2H), 3. 58(s,3H), 3. 90(s,2H), 4.53 
(t, J=8. 5Hz, 2H),4. 71 (s, 2H), 6.40(s, 1H), 7. 19(dd,J= 
5. 0, 8. 0Hz, 1H) , 7. 4 1 (dt, J=l. 5, 8. 0Hz, 1H) , 8. 44 (dd, J= 
1.5, 5. 0Hz, 1H),8. 48 (d, J=l. 5Hz, 1H) 

4- { [3, 4- v^h Kp-6- (j b^r^y L± >0 

30 -5- -2H-i--<yy , t e 7 



7 -^T/K) ^-^r-» 



[0 0 8 7] 
[ft 3 4] 




C0 2 Et 



[0088] mmm2<o(3) timm(Dtt£:X\ mmmi 

X*&btltz3, 4-^t Kn-7-t KP^r-y- 6 - 
(y h^r^y h=*v") -5- ( 3 - fc° \) ^/U^ ^tV) - 

2 H- 1 --O-ye^v^ -yp^KSxf/u^gu; 

[0 0 8 9] • 1 H-NMR (400MHz, CDC1, ) 6 ppm; 
1. 25 (t, J=7. OHz, 2H), 1. 89 (tt, J=7. 0, 7. 0Hz, 2H) , 2. 13 (t 



50 



t, J=7. 5, 7. 5Hz, 2H), 2. 44 (t, J=7. 5Hz, 2H) , 2. 50(t,J=7. 
0Hz, 2H),3. 97 (t, J=7. 5Hz,2H), 4. 03 (t, J=7. 0Hz, 2H) , 4. 
13(q,J=7.0Hz,2H),5. 00(s,2H), 6. 48(s, 1H), 7. I5(dd,j 
=5. 0, 8. 0Hz, 1H), 7. 41 (dt, J-l . 5, 8. OHz, 1H) , 8. 39 (dd, J= 
1.5, 5. OHz, 1H),8. 46 (d, J=l. 5Hz, 1H) 

(E) -3- (3, 4-v^fc Kp-6- (y H^ri/y h 



25 

3rv0 - 2 H- 1 -^V^tT^V- 7->f /P) - 2 - 




[0 0 9 1 ] 60%7K^{k^ h y A 340mg£:N , N - v> 

(*^^ y t f*M)3.4g£;^r&TigTU 

t3 f Kp-6- h^So* h^rvO -2H 

— 1 -^O-y^t 0 ^^- 7 — *y^<^7*t K 1.9gC0N, 

^/UT* 2 ElttttJ U I-IIM^^^^AT^IL 

900mg£^feffit^t LT#fc„ 
[0 0 9 2] • 1 H — NMR (400MHz, CDC1 3 ) 5 ppra ; 
1.33(t, J=7.0Hz, 3H), 1. 39 (tt, J=7. 5, 7. 5Hz, 2H) , 1.51 

— 1.61 (nt, 4H) , 1. 98 (tt, J=6. 0, 6. 0Hz, 2H), 2. 46 (t, J=7. 5 
Hz, 2H), 2. 58 (t, J=7. 5Hz, 2H),2. 76 (t, J=6.0Hz,2H), 3.4 
6(s, 3H), 4. 13 (t, J=6. 0Hz,2H),4. 26 (q, J=7. 0Hz, 2H), 5. 
10(s, 2H), 6. 72 (s, 1H), 6. 82 (s, 1H) , 7. 19 (dd, J=5. 5, 8. 0 
Hz, 1H), 7. 47(dt, J=l/5, 8.0Hz, 1H), 7. 73 (s, 1H) , 8. 41 
(d, J=1.5Hz, 1H), 8.44(dd, J=1.5,5. 5Hz, 1H) 

MMffl 5 

(E) -3- [2, 3 -^bKP-5- b*Zs* b 
-6-<>/7 7^) -2- [5- ( 3 - fc° y 

[0 0 9 3] 
Ht3 6] 



( 14 ) Wl¥5- 3 1 0 7 2 4 



26 




[0 0 9 4] 2, Kp-5- b**S* b* 

[00 9 5] • * H - NMR (400MHz, CDC1 3 ) 6 ppm ; 
1 . 33 (t, 3=7. 0Hz, 3H) , 1 . 35— i . 43 (m, 2H) , i . 50— 1. 63 
20 (m,4H), 1.70— 1.80 (m, 2H), 2. 46(t, J=7. 5Hz, 2H) , 2.56 
(t, J=7. 5Hz, 2H),3. 21 (t, J=8. 5Hz, 2H) , 3. 48 (s, 3H), 4.2 
5(q,J=7. 0Hz, 2H),4. 54 (t, J=8. 5Hz, 2H) , 5. 08 (s, 2H) , 6. 
68 (s, 1H), 7. 03 (s, 1H),7. 18 (dd, J=5. 0,8. 0Hz, 1H), 7.46 
(dt, J=1.5,8. 0Hz, 1H), 7. 73 (s, 1H) , 8. 34 (d, J=l. 5Hz, 1 
H), 8. 41 (dd, J=1.5, 5. OHz, 1H) 

mmm e 

(E) - 3- [3, 4 —if t K P-5- * b^riy- 6 - 
b*-is) -2H- L"^^J?lZ^-"_Z.~ 

<<M -2- [5 - (3- e y y 

30 A^pi^vu 
[0 0 9 6] 
Hfc3 7] 



OCH2OCH3 



40 




[0 0 9 7] H*E#J4 tBI«^*«fe^J: 0SWBMfr&**r 

•' H- NMR (400MHz, CDC1. ) 5 ppm ; 1. 31 (t, J=7. OH 
50 z, 3H) , 1 . 40 ( tt, J=7. 5, 7. 5Hz, 2H) , 1 . 53— 1 . 65 (m, 4H) , 



( 15 ) 
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1.96(tt, J=7. 0, 7.0Hz, 2H), 2. 46(t, J=7. 5Hz, 2H) , 2.68 
(t, J=7. 5Hz,2H),2. 73(t,J=7.0Hz,2H), 3.55(s, 3H), 3.8 
0(s,3H), 4. 10(t, J=7.0Hz,2H),4.24(q, J=7.0Hz,2H), 4. 
98 (s, 2H), 6. 53 (s, 1H),7. 18(dd,J=5. 0, 8. OHz, 1H), 7.46 
(dt, J=l. 5, 8. OHz, 1H), 8. 40-8. 43 (m, 2H) 

(E) -3- [2, 3-^KP-4-jt>^>- 5 - 
h^ r» -6- ^/77^) ] - 2 - 
C 5 - ( 3 - y i^/u) -O^vk) T ^ y /^jfejifvw 
[0 0 9 8] 
Ut3 8] 



0CH*0CH 2 



MeO 



C0 2 Et 




[0 0 9 9] HJfi«4^ra«^ffi(cj:9«JB^»Sr 

H-NMR (400MHz, CDC1 3 ) 6 ppm ; 1. 33(t, J=7. OH 
z, 3H), 1.36—1. 41 (m,2H), 2. 26—1. 62 (m, 4H), 2. 45 (t, J 
=7. 5Hz, 2H) , 2. 56 (t, J=7. 5Hz, 2H) , 3. 29 (t, J=8. 5Hz, 2 
H),3. 54 (s, 3H), 3. 89(s,3H), 4. 24 (q, J=7. OHz, 2H) , 4.5 
6(t, J=8. 5Hz, 2H),4. 96(s,2H), 6. 43 (s, 1H), 7. 20 (dd, J= 
5.0,8.0Hz, 1H) , 7. 46 (dt, J=l. 5, 8. OHz, 1H), 7. 77 (s, 1H), 
8. 41 (d, J=l. 5Hz, 1H) , 8. 44 (dd, J=l. 5, 5. OHz, 1H) 

[2, 



(E) -3 



3 - v?fc Kp-5- h=fr->> h 
y "7 7 —AO - 2 - [5 



- 4 — ^ ^/b- 6 — 
[0100] 

[ft: 3 9] 



10 



20 



30 



40 



0CH 2 0CH 3 



ftffl^ 5 -3 10 7 2 4 
28 



C0 2 Et 




[oioi] mmm4 tmm<o^m\cxr>mmit^mi: 

H-NMR (400MHz, CDCL ) 6 ppm ; 1. 32 (t, J=7. OH 
z,3H), 1.33— 1.60 (m,6H), 2. 21 (s, 3H), 2. 46 (t, J=7. OH 
z, 2H), 2. 57 (t, J=7. GHz, 2K), 3. 13 (t, J=8. 5Hz, 2H) , 3. 59 
(s,3H), 4. 25 (q, J=7. 0Hz,2H), 4. 59 (t, J=8. 5Hz, 2H) , 4. 
84 (s, 2H),6. 54 (s, 1H), 7. 19 (dd, J=5. 0, 8. OHz, 1H) , 7.46 
(dt, J=1.5,8.0Hz, 1H),7. 75(s, 1H), 8. 40(d, J=l. 5Hz, 1 
H), 8.4l(dd, J=1.5,5.0Hz, 1H) 

(ILL -3- [2, 3- v ? 1:Kp-4-> h^rv-- 5 - 
h*So< h^r'» -7-^/1—6 — <: 



^.L ~ _?-__[ 5. (3-b°y^U) -^V^vlQ r^y 

[0102] 
[ft4 0] 

OCH2QCH3 



MeO 



C0 2 Et 




50 



[0103] nmm4 kmvKoxmzxvm&it&foS: 

H-NMR (400MHz, CDCL, ) 6 ppm ; 1 . 24 (tt, J=7. 
5, 7. 5Hz, 2H) , 1. 32 (t, J=7. OHz, 3H) , 1. 4 1 (tt, J=7. 5, 7. 5H 
z, 2H) ,- 1. 47<tt, J=7. 5, 7. 5Hz, 2H) , 1. 98 (s, 3H) , 2. 18(t, 
J=7. 5Hz, 2H), 2. 48 (t, J=7. 5Hz, 2H) , 3. 27 (t, J=8. 5Hz, 2 
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H),3. 48 (s, 1H), 3.82(s,3H), 4. 25 (q, J=7. 5Hz, 2H) , 4.5 
5(t, J=8. 5Hz, 2H), 4. 88 (s, 2H), 7. 16 (dd, J=5. 0, 8. 0Hz, 1 
H), 7. 40(dt, J=1.5,8. OHz, lH),7.45(s, 1H), 8. 35(d,J= 
1. 5Hz, 1H) . 8. 41 (dd, J-l. 5, 5. OHz, 1H) 
1 0 

OCH2OCH 



( 16 ) ffi?5 - 3 1 0 7 2 4 

30 

(E) -3- (2, 3^^.\ip m -ArA.h*s>rA.:. 
( * t * Y. * kL jtJL -^i^/Z 7 =zM !. . ? - 

[01041 

Ifb4 1 ] 




[0105] mmw4 kmm<7>jjmc±'9mm<t&vo$: 

H-NMR (400MHz, CDCh ) 6 ppm ; 1. 25— 1. 37 (m, 
5H), 1. 48 (tt, J=7. 5, 7. 5Hz, 2H), 1. 53 (tt, J=7. 5, 7. 5Hz, 2 
H), 2. 31 (t, J=7. 5Hz, 2H), 2. 53 (t, J=7. 5Hz, 2H) , 3. 15 (t, 
j=8. 5Hz, 2H) , 3. 53 (s, 3H) , 3. 74 (s, 3H) , 4. 25 (q, J=7Hz, 
2H),4. 51 (t, J=8. 5Hz,2H), 5. ll(s,2H), 7. 00 (s, 1H) , 7. 1 
8(dd, J=5.0, 8.0Hz, 1H), 7. 41 (dt, J=l. 5, 8. OHz, 1H) , 7.4 

0CH 2 OCH 3 



20 



4(s, 1H),8. 38 (d, J=1.5Hz, 1H), 8. 41 (dd, J=l. 5, 5. OHz, 1 
H) 

%Wfr\ \ 1 

(Z) -3- ( 2, h*is-5- 

h*zs* -7-^ /77^1 - 2 - 

to — V o — 
[0106] 
Ifb4 2] 




[0 1 0 7] nm&i4 kmm(Djjmc±r > mMih&M& 30 

H-NMR (400MHz, CDC1 3 ) 6 ppm ; 1. 09 (t, J=7. OH 
z, 3H) , 1. 42 (tt, J=7. 0, 7. OHz, 2H) , 1. 57 (tt, J=7. 0, 7. OH 
z, 2H) , 1 . 66 (tt, J=7. 0, 7. OHz, 2H) , 2. 46 (t, J=7. OHz, 2H) , 

2. 61 (t, J=7. OHz, 2H) , 3. 13(t, J=8. 5Hz, 2H) , 3. 53 (s, 3 
H), 3. 71(s,3H), 4. 13 (q, 5=7. 0Hz,2H), 4. 51 (t, J=8. 5H 
z,2H),5. 10(s,2H), 6. 56 (s, 1H), 6.93(s, 1H), 7. 19 (dd, 

OCH2OCH 



J=5.0,8.0Hz, 1H),7. 49 (dt, J=1.5,8.0Hz, 1H), 8. 43(dd, J 
= 1.5, 5. OHz, 1H),8. 44 (d, J=1.5Hz, 1H) 

( E I ..-3-„ [6 - J. h=fr- > - 2, 3-v^b K p - 5 - 

b * :>.^.. h * :>) ...r. r^J^Zz ~ 2 ~ 
[5 - (3 - 1° y ^hL^_^±^.LZ £ IL^JKfE^lr 

[0108] 
[ft 4 3] 




[0 10 9] H*60ij4 tlUai^*ife(cJ:0«)H{b-&4 

H-NMR (400MHz, CDC1 3 ) 5 ppm ; 1. 24— 1. 38(m, 
8H), 1.40— 1.58 (m,4H), 2. 31 (t, J=7. 5Hz, 2H) , 2. 53 (t, J 
=7.5Hz,2H), 3. 15(t, J=8. 5Hz, 2H), 3. 53(s, 3H) , 3. 94 (q, 



50 



J=7. OHz, 2H), 4. 24 (q, J=7. OHz, 2H) , 4. 50 (t, J=8. 5Hz, 2 
H),5. 09 (s, 2H), 7.00(s, 1H), 7. 18 (dd, J=5. 0, 8. OHz, 1 
H),7.43(dt, J-1.5.8.0Hz, 1H), 7.46(s, 1H), 8.38—8.45 
(m,2H) - 

mmm 1 3 



s 



( 17 ) 



31 

[5- (3-f'j v^) 'Of^l T ^ y /W&JijfvU 

OCH2OCH3 



1$PW5-3 1 0 7 2 4 

32 . 



[0 1 1 0 J 
HN4] 




[0111] 3lffi#J4 ^fs»i(7)*i£^J:^^{L^Sr 

• 1 H-NMR (400MHz, CDCh ) 6 ppm ; 1. 98(t, J=7. OH 
z,3H), 1.24— 1.34 (m,5H), 1. 43—1. 58(m, 4H) , 1. 70(tt, 
J=7. 5, 7. 5Hz, 2H) , 2. 31 (t, J=7. 0Hz, 2H) , 2. 53 (t, J=7. OH 
z, 2H),3. 15 (t, J=8. 5Hz, 2H), 3. 52(s,3H), 3.83(t, J=7. 5 
Hz,2H),4.25(q, J=7.0Hz,2H), 4. 50 (t, J=8. 5Hz, 2H) , 5.0 
9(s,2H), 6.99(s, 1H),7. 18 (dd, J=5. 0, 8. 0Hz, 1H), 7.43 
(dt, J=1.5,8. 0Hz, 1H), 7.48(s, 1H) , 8. 38 (d, J=l. 5Hz, 1 

OCH2OCH3 



H), „8. 41 (dd,J= 1.5, 5.0Hz, 1H) 
(E) -3- (6 — VT^/l^J-sfrv'— 2, 



- 5- h^ r>^ h^r-» - 7 -^<y/77^) - 
2 - (5 - (3-fcTy^/iQ ^v^/i/) T^yyu^ ^- 
yU 

[0 1 12] 
Ut4 5] 



20 




H) 



1 5 



[0113] nmm4£mm<Djjmz£V)MMit&M$: 
mtz 0 30 

•'H-NMR (400MHz, CDC1, ) 6 ppm ; 0. 86 (t, J=7. OH (E) 
z, 3H), 1. 25—1. 58(m, 17H), 1. 60— 1. 70 (m, 2H) , 2. 30 (t, 
J=7.5Hz,2H), 2. 50 (t, J=7. 5Hz,2H), 3. 14 (t, J=8. 5Hz, 2 
H),3. 52(s,3H), 3. 85 (t, J=7.0Hz,2H), 4. 24 (q, J=7. 0Hz, 
2H),4. 51(t, J=8.5Hz, 2H), 5.09(s,2H), 6. 99(s, 1H) , 7. 1 
8(dd, J=5. 0, 8.0Hz, 1H), 7. 42 (dt, J=l. 5, 8. 0Hz, 1H) , 7.4 [{£4 6] 

7(s, 1H),8. 38(d, J=1.5Hz, 1H), 8. 41 (dd, J=l. 5, 5. 0Hz, 1 

OCH2OCH3 



l- [2, 3-v?fc Kp~6-^ h^r>-5- 
M -2- [5 - (3-t: 0 y^yu) ^O^/U] T^y /U 
[0 1 14] 




[0115] nmm4 tmm<Djjmiz£<omMit&w& 

H- NMR (400MHz, CDCL, ) 6 ppm ; 1. 19— 1 . 27 (m, 
2H), 1.31(t, J=8Hz,3H), 1. 42— 1. 60(m, 4H), 2. 21(s, 3 
H), 2. 30 (t, J=7. 5Hz, 2H), 2. 54 (t, J=7. 5Hz, 2H) , 3.08 50 H 



(t, J=8. 5Hz, 2H),3. 58(s,3H), 3. 70(s,3H), 4. 24 (q, J=7. 
5Hz,2H), 4.51(t, J=8. 5Hz, 2H),5. 00(s, 2H), 7. 17(dd,J= 
5. 0, 8. 0Hz, 1H) , 7. 43 (dt, J=l. 5, 8. 0Hz, 1H) , 7. 44 (s, 1H) , 
8.39(dd, J-l.5,5. 0Hz, 1H), 8. 4 1 (d, J=l. 5Hz, 1H) 
1 6 



( 18 ) 



(E) 



(2, 3 



33 

v?fc Kp-6 



- 3 1 0 7 2 4 

34 



b^> 



AO - 2 - [ 6 - ( 3 - y vvu) 




C0 2 Et 



[0117] 2, 

b^i/* h*i/) ~ A-*^-^ ^/77^~ 7 

-*;u/</uft 2 - v?ji^/U/^^2}>y - 8 - (3- 

t°y ^) ^-^^^m^^t^mmm4(D^m^m^ 

[0118] • 1 H — NMR (400MHz, CDC1, ) 6 ppm ; 
1.23— 1.29 (m,4H), 1. 33 (t, J=7. OHz, 3H), 1.37—1.48 
(m,2H), 1.49—1. 58 (m,2H), 2. 23(s,3H), 2. 29 (t, J-7. OH 
z, 2H),2. 55 (t, J=7. 0Hz,2H), 3. 09 (t, J=8. 5Hz, 2H) , 3.60 



20 

OCH2OCH3 



(s,3H), 3. 71 (s, 3H),4.24(q, J=7. OHz, 2H) , 4. 54 (t, J=8. 
5Hz, 2H), 5.02(s, 2H), 7. 18 (dd,J=5. 0,8.0Hz, 1H), 7.43 
(s, 1H) , 7. 45 (dt, J=l. 5, 8. OHz, 1H) , 8. 39—8. 44 (m, 2H) 

mmm 1 1 

4- { [3, Kp- _6 - b *is* b* is) 

-7- C (E) -2- -i- tf~/l/) 
- 2 H — 1 -^<Z/ /\?=7 V- 5 - -< yy v;l 
[0119] 
HU8] 




C0 2 H 



[0 12 0] 3 - t° y v^;p> f ;u h y 7 x ^ 30 

Kffil£ffi970mg SrN, N-^^W*/UA 
T ^ K20ml«c*KiS£-t^ 7k^T60%^K^{b^- h I) <?J» 
18 0mg^O^Co 4- { [7-7^/U^yU- 3, 4- 
•/t Kp-6- U -2H-1 — <> 

yt 0 ^ V- 5 --f t^-» ggg^^vl- 4 0 0mg 

JO*:, 2N*fiK-CpH6^L, B¥K^^T-ttffiL£: 0 *f 

TliL, »ffifk-&» 560mgSr»feifttti»i: Lt#fe 0 

[0 12 1] * 1 H — NMR (400MHz, CDC1 3 ) 6 ppm; 40 
1.93(tt, J=7. 0, 7.0Hz, 2H), 2. 05(t, J=7. 5Hz, 2H) , 2.51 
(t, J=7. 5Hz, 2H), 2.71 (t, J=7. OHz, 2H) , 3.48(s,3H), 4.0 
0(t, J=7. 5Hz, 2H),4. 05(t, J=7.0Hz,2H), 4.96(s, 2H), 6. 
35(s, 1H), 6. 55(d, J=13. OHz, 1H),6. 76 (d, J=13. OHz, 1H), 

7. 20 (dd, J=5. 0, 8. OHz, 1H) , 7. 59 (dt, J=l . 5, 8. OHz, 1H) , 
8. 38 (dd, J=l. 5, 5. OHz, 1H), 8. 44 (d, J=l. 5Hz, 1H) 

*tPj.l?. 

.112 ~ J- .~_ J KP - 6-t Kp#V- 2 
H - 1 „-^>:j/ 7 - >f/ U) r 2 - _[_5.-_ (3 - 

t°y^/U) ^V^vU] T^y^^ 50 



[0122] 
Ut4 9] 




[0123] (1) (E) - 3- (3, Kc-6 
- (;* h^>^ h=^» - 2H-l-^y/e7V-7 
— f/U] -2- [5- (3-t°yy/U) T 9 

y /U^n^/l^OOmg * / — /U50ml djgrt* L , 5 M7k 



( 

35 

[0124] (2) (1) -C»&*Lfc»«E«:r-tr h^30ml(C 

*T?ac»Lfc«. «*tt»^*S/*A^f£*U ttBE 
^«r*PATlS*ft*-B:S r. t l-<fc 9 , «JBft^«&360mg 
[0 12 5] H-NMR (400MHz, CDC1 3 ) 6 ppm ; 

OH 




[O 1 2 7] Hife^j2T^it^ttfc2, 3-^tKn- 
6-fc h^r^ h^rvO -4- (3 

-t'y^/M^) -O-^^7>600mg ^^6>Hte0ij3^: 

v^-cnisw i 8 (i) (2) tmm<D%miz£ oauM^iKs 

Omg SrSfefefii: LtSfco 

[0128] • ; 134-136t 

•' H-NMR (400MHz, DMS0-& ) 5 ppm ; 1. 90 (t t, J= 
7. 0, 7. 0Hz,2H), 2. 42(t, J=7. 0Hz,2H), 2. 97 (t, J=8. 5Hz, 
2H),3.85(s,2H), 3. 90 (t, J=7. 0Hz, 2H) , 4. 40 (t, J=8. 5H 
z,2H), 6.35(s, 1H), 7.25 (dd, J=5. 0, 8.0Hz, 1H), 7. 54 (d 
t, J=1.5,8.0Hz, lH),8.35(dd, J=l. 5, 5. 0Hz, 1H), 8.44(d, 
J=l. 5Hz, 1H) 

nis&m 2 o 

(E) -3- (3, 4-v?bKD-6- OLh^L^A b 
jrvp -5- (3-b°y^^^/U) - <> 

[0 12 9] 
[ffc5 1 ] 




[0130] 3, 4 - fc Kp-6- (^^rWF^r 
» -5- (3-t 9 !iv?/Mf/U) -2H-1 --<>y 



19 ) 4$Hf|:qZ5- 3 1 0 7 2 4 

36 

I. 39 (tt, J=7. 5, 7. 5Hz, 2H), 1. 59 (tt, J=7. 5, 7. 5Hz, 2H), 
1. 61 (tt, J=7. 5, 7. 5Hz, 2H), 1. 95 (tt, J=6. 0, 6. 0Hz, 2H), 
2.48(t, J=7.5Hz,2H), 2. 59 (t, J=7. 5Hz, 2H) , 2.72(t,J= 
6. 0Hz,2H),4. 10(t,J=6.0Hz,2H), 6.59(s, 1H), 6.68(s, 1 
H),7. 21 (dd, J=5. 5, 8.0Hz, 1H), 7. 50(dt, J=l. 5, 8. 0Hz, 1 
H),7.91(s, 1H), 8.4l(bs,2H) 

4_z_M 2 ... Kp-5-1: K n^ - >-4- ^3 
- g^/M -^/7 7 6 ^ 

[0126] 
[ft5 0] 




[0131] • ' H-NMR (400MHz, CDC1 3 ) 6 ppm ; 
1.32(t, J=7. 0Hz, 3H), 1. 91 (tt, J=7. 0, 7. 0Hz, 2H) , 2.52 
(t, J=7. 0Hz, 2H),3. 50(s, 3H), 4. 04 (s, 2H), 4. 06(t,J=7. 
0Hz,2H), 4.23(q, J=7. 0Hz, 2H) , 4. 85 (s, 2H) , 6.36(d,J=l 
5. 0Hz, 1H), 6.97(s, 1H),7. 15 (dd, J=5. 0, 8. 0Hz, 1H), 7.3 
5(dt, J=1.5, 8. 0Hz, 1H),7. 92 (d, J=15. 0Hz, 1H), 8.39(dd, 
J=1.5, 5. 0Hz, 1H),8. 43 (d, J=l. 5Hz, 1H) 

30 mmm 2 1 

(E) -3- C 3, 4 Kp- 6 - b KP±j^z 8 

(3 - vvl^^vu) - 2H-1-^ 

[0 13 2] 
HC5 2] 




[0133] 3, Ko-6- (^h^r>^h^r 

is) -8-^^/U-5- (3-t°!; v?/l^^vU) -2H 
- 1 -^>/t D 7>- 7 -#/l^</t"r fc: K 900mg£j?]t^ 

m«s«2 oxt/siifi«i 8 kmm^xmz&vmMik 

50 [0134]- ; 1 9 8-2 0 0°C 



( 20 ) 



37 

• 1 H-NMR (400MHz, DMSO-& ) 6 ppm ; 1. 80(tt, J= 
7. 0,7. OHz, 2H), 2. ll(s,3H), 2. 52 (t, J=7. OHz, 2H) , 3. 96 
(s,2H), 3.98(t, J=7.0Hz,2H), 6. 34 (d, J=15. OHz, 1H) , 7. 
23 (dd, J=5. 0, 8. 0Hz, 1H), 7. 41 (dt, J=l. 5, 8. OHz, 1H) , 7. 7 
4(d, J=15.0Hz, IH), 8. 31 (dd, J=1.5,5.0Hz, 1H), 8. 36 (d, J 
= 1.5Hz, 1H) 
«M2;2 

3- [3, 4 - fc.Jf.5L— 6 ~ fc K p =fr >— 8 ^/V 
- 5 - ( 3 - fc° V if/is* gyu) - 2 H - 1 -^O ✓ fc°^ 

[0 13 5] 
[ft 5 3] 

OH 

C0 2 H 



4$f$^5- 3 1 0 7 2 4 
38 




[0136] HJg0*J 2 1 Xmbtltzit&M 500mg£r^ * 
/— 200ml fcl«a»U 10%/n^^^Aj^^ (50%^7k 
D °p) 150mg^D^, 2 B#r0l^^JE"C7k^^*P^:tTo^ o 

r.£tc£*K SBft^ft 2OOmg^Sfe^ B B 0 i: lt»fc c 
[0137] • »,•??> ; 190-191°C 

H-NMR (400MHz, DMS0-4) 5 ppm ; 1. 78 (tt, J= 
7. 0,7. OHz, 2H), 2. 02 (s, 3H), 2. 35 (t, J=7. 5Hz, 2H) , 2. 47 
(t, J=7. 5Hz, 2H), 2. 82 (t, J=7.5Hz,2H), 3. 92 (s, 2H) , 3. 9 
6(t, J=7.0Hz, 2H), 7.22(dd, J=5.0,8.0Hz, 1H) , 7. 41 (dt, J 



10 



20 



30 



= 1.5, 8. OHz, 1H), 8. 32 (dd, J=1.5,5.0Hz, 1H) , 8. 35 (d, J= 
1.5Hz, 1H) 

3 

(E) - 3- f.3 .... 4 " J**. Kp-6- (; * h=fr » b 
* >) ~ 7 ~ ~. 5 . -_ J 3 -fc°y ^yu ^^/l^) - 2 

H T 1 ~ / .^.7 ^ ~ J ~ T ^ M /Hfea^/U 

[0 13 8] 

[ffc5 4] 

0CH 2 0CH 3 
Me 



C0 2 Et 



[0139] Hffiffl 2 0 £ ff^co* j&ic J: 9 

• 1 H-NMR (400MHz, CDCL, ) 6 ppm ; 1. 32 (t, J=7. OH 
z,3H), 1.91(tt, J=7.0,7.0Hz,2H), 2. 38 (s, 3H) , 2. 53 (t, 
J=7.0Hz,2H), 3. 48(s,3H), 4.06(s, 2H), 4. 24 (q, J=7. OH 
z,2H),4.85(s,2H), 6. 59 (d, J=15. OHz, IH) , 7. 16(dd,J= 
5.0,8.0Hz, 1H),7. 36 (dt, J=1.5,8.0Hz, IH), 7.87(d, J=l 
5.0Hz, 1H) , 8. 41 (dd, J=l. 5, 5. OHz, 1H), 8. 45 (d, J=l. 5Hz, 
1H) 

**«2 4 

3 - .1 3 ... 4 - ^ t K d - 6 - fc F'P^r^- 5 - (3 — 

tf_y ^.L^_h .^/>) 2 h- 1 — <^/ ^v - 7 — ^ 

[0140] 

I ft 5 5] 





C0 2 H 



[0141] 3, Ko-6- b*i/J 

-5- ( 3 - S/vU> h*r-» - 2H-l~^y 
✓ 7 -^/l^/l^fc K 150mg7^bH:5£tf«l 1 8 & 

[0142] • M& ; 2 2 8-2 3 0°C 

•' H-NMR (400MHz, DMS0-& ) 6 ppm ; 1. 80 (t t, J= 
7. 0,7. OHz, 2H), 2. 61 (t, J=7.0Hz,2H), 4. 00 (t, J=7. OHz, 
2H),4.9l(s,2H), 6. 41 (d, J=15. OHz, IH), 6. 80 (s, 1H) , 7. 



50 



4l(dd,J=5.0,8.0Hz, 1H), 7.79(d, J=15.0Hz, lH),7.90(d 
t, J=l. 5, 8. OHz, IH) , 8. 53 (dd, J=l. 5, 5. OHz, IH) , 8. 66 (d, 
J=1.5Hz, IH), 8.96(bs, IH) 
|M? 5 
( E ) - 3 ~ (2 , Kp - 5 - fc 

- -< > ;/ 7 7 f=-/y - 2 - ( 5 - ( 3 - ^) 

[0 14 3]- 
[ft5 6] 



39 




[0144] (E) -3- [2, Kp-5- 
h*zs* h^ciy) -6-<V/77^) - 2 - 

[0145] - ; 2 0 5-2 0 6^ 

• 1 H-NMR (400MHz, DMS0-4 ) 5 ppm ; 1. 22— 1. 32 
(m,2H), 1.42— 1.58 (m,4H), 2. 34 (t, J=7. 5Hz, 2H) , 2. 53 
(t, J=7.5Hz,2H), 3.09(t, J=8.5Hz,2H), 4. 41 (t, J=8. 5H 
z, 2H),6. 56(s, 1H), 6.78(s,lH), 7. 26(dd, J=5. 0, 8. 0Hz, 
1H),7. 56 (dt, J=1.5, 8.0Hz, 1H), 7. 64 (s, 1H), 8. 35(dd,J 
= 1.5, 5.0Hz, 1H),8. 36 (d, J=l. 5Hz, 1H), 9. 29 (bs, 1H) 

mmm 2 6 

( E) - 3 - ( 3 , 4 - Vfc Ko - e - t KD^- S 
2 H - 1 V ^ t c ^_>- ZJZ^Z^L "2 
ZL _IJL < 3 . - .tr V i/M sOf-sls) T?V/um 
[0 14 6] 
Ut5 7] 




V^A-] ij/bgg^i^yu 420mg^^, MMW 1 8 km 



( 21 ) iftgpjips- 3 1 0 7 2 4 

40 

[0 14 8] • ; 16 8-170^ 
• 1 H — NMR (400MHz, CDC1 3 +DMS0-& ) 6 ppm ; 1. 40 
(tt, J=7. 5, 7. 5Hz, 2H), 1. 54—1. 65 (m, 4H), 1. 96 (tt, J=7. 
0,7.0Hz,2H), 2.47(t, J=7.5Hz,2H), 2. 58 (t, J=7. 5Hz, 2 
H),2.77(t, J=7.0Hz,2H), 3. 78(s,3H), 4. 09 (t, J=7. 0Hz, 
2H), 6. 53 (s, 1H),7. 20 (dd, J=5. 5, 8. 0Hz, 1H), 7.49(dt,J 
= 1. 5, 8. 0Hz, 1H), 7. 79(s, 1H), 8. 40(bs, 2H) 

(E) - 3 - (2, 3 -v y bKp- 5-b KP ^'>-4 
' h*ri<— 6 — <V/77^), - 2 - (5 - ( 3 - 

[0 14 9] 
[ft5 8] 




30 [0150] (E) -3- [2, 3-^tKP-5- 

h=3rv-^ h=*->") -4-^ h^r>--6--<>^^^ 
-2- [5- (3-t°»;^/U) -<y^-)V} 
yu^^/u l.Og tf>ib, HJ£0iJl 8^r^O*-&i^J:9 
WMit^ 23Omg£^f$fc;f£ 0 1 J <t LT#fc 0 
[0151] * St,£ ; 1 5 7 — 1 5 9°C 
• 1 H-NMR (400MHz, DMS0-d« ) 6 ppm ; 1. 26 (tt, J= 
7. 5, 7. 5Hz, 2H), 1. 45 (tt, J=7. 5, 7. 5Hz, 2H), 1. 51 (tt, J= 
7. 5, 7. 5Hz, 2H) , 2. 35(t, J=7. 5Hz, 2H) , 1. 53 (t, J=7. 5Hz, 2 
H), 3. 27 (t, J=8. 5Hz,2H), 3. 78 (s, 3H) , 4. 44 (t, J=8. 5Hz, 
40 2H), 6.31(s, 1H), 7. 26 (dd, J=5. 0, 8. 0Hz, 1H) , 7. 56 (dt, J 
= 1.5,8. 0Hz, 1H), 7. 63 (s, 1H), 8. 36 (bs, 1H), 8. 48 (bs, 1 
H) 

mmm 2 8 

(E) -3- (2, 3-v^b: K p - 5 - b Kp=^'>-4 
-^^^-6 — <V/77^) -2- [5- (3-E° 

[0 15 2] 
[ft5 9] 




[0153] (E) -3- (2, 3 - t K u - 5 - 
h^r^ h^r'» -4-^^-6-^/77^ 
/w] -2- [5- O-fcTJJ^) ^V^vlO r^y/u 
fitin^/WOOmg HCffill 8 t ia«0*jSfete J: 9 « 

HftS^lOOmg «ri*feJH:R4JW: LT?#fc 0 

[0154] • 1 H - NMR (400MHz?" CDCh ) 6 pprn ; 
1.31(tt, J=7.0, 7.0Hz, 2H), 1. 50—1. 65 (m, 4H) , 2. 18(s, 
3H),2.46(t, J=7.0Hz,2H), 2. 59 (t, J=7. OHz, 2H) , 3.14 
(t, J=8. 5Hz, 2H) , 4. 56 (t, J=8. 5Hz, 2H) , 6. 48 (s, 1H) , 7. 2 
0—7. 28 (m, 1H),7. 53 (bd, J=8. OHz, 1H), 7. 74 (s, 1H), 8.3 
8—8. 45 (m, 2H) 

.— 3- (2, 3-v?fc KP- 5-b Kp^->-4 
™ >Lh ft r< ~ 7-^/^-6-^/77 ^) -2- 
[5- (3-b°yvvU) ^O^ vu] T^y_A^^^A > 
[0 15 5] 
[ft6 0] 

OH 



( 22 ) «M»3p 5-3 1 0 7 2 4 

42 

[0156] (E) -3- (2, Kp-5- 
h^r» -4 h^r>-7-^^^-6 
-^y/77^) -2~ [5- ( 3 - t° |j iS/U) 

7^ U/l^^fvl^OOmg MM&il 8<7>(2) 

r»fc. 

[0 15 7] •' H- NMR (400MHz, CDCL ) 6 pprn; 
1.26(tt, J=7. 5, 7. 5Hz,2H), 1. 34 (t, J=7. 5Hz, 3H) , 1.40 
— 1.49(m,4H), 1.99(s, 3H), 2. 21 (t, J=7. 5Hz, 2H) , 2.47 
(t, J=7.5Hz,2H),3. 33 (t, J=8. 5Hz, 2H), 3. 88 (s, 3H), 4.2 
6 (q, J=7. 5Hz, 2H) , 4. 52 (t, J=8. 5Hz, 2H) , 7. 1 7 (dd, J=5. 0, 
8. OHz, 1H), 7. 40 (dt, J=l. 5, 8, OHz, 1H) , 7. 42 (s, 1H) , 8.3 
5 (d, J=l. 5Hz, 1H) , 8. 34 (dd, J=l. 5, 5. OHz, 1H) 

mmm s o 

(E) -3- (2, 3-^b Kp- 5-fc 

h=fr'>- 7 - ^/l^- 6 -^<>/77 ^) -2- 
(5- (3-fcfiJ>?A0 ^V^VlQ 7^ 
[0 15 8] 

tit 6 i ] 



10 



20 



30 



MeO 



C0 2 Et 




( 23 ) 



43 



5-3 1 0 7 2 4 

44 



MeO 




[0159] (E) -3- [2, Kp-5- 
V*is* b^rv") h * 7 9vW- 6 

-^<y/7 7^] -2- [5- ( 3 - 1° y >vu) 

[0 16 0] • 1 H-NMR (400MHz, CDC1 3 ) 6 ppm; 
1.20— 1.28 (m,2H), 1. 40—1. 50 (m, 4H) , 2. 00 (s, 3H) , 2. 2 
4(t, J=7. 5Hz,2H), 2.49(t, J=7. 5Hz, 2H) , 3. 29 (t, J=8. 5H 

OCH2OCH3 



20 



z,2H),3. 84(s, 3H), 4. 49 (t, J=8. 5Hz, 2H) , 7. 24(bs, 1H), 

7. 48 (d, J=8. 0Hz, 1H) , 7. 52 (s, 1H) , 8. 45 (bs, 2H) 
HlfcW 3 1 

(E) -3- [2, 3-^bKP-6- ^ Kv-- 5- 

.( ^ . h^y) — 7 — '<>->' ~7 gjgvjO —2 — 

(5 - (3 - 1° y v^/u) ^vgvtj r^y^is 

[0161] 
[fb6 2] 




[0162] (E) - 3 - [2, 3-ytKo-6-> 
h^v— 5- h^r^p< b*is) -7 — <>/77^ 

/v] -2- [5- o-try^/w) -<>^/u] r^y/u 

gfejx^/u l.igjd^, ifiWi 8(^(1) 
J:0SMMt£4fc l-0g*r»fc. 
[0 16 3] H-NMR (400MHz, CDC1 3 ) 5 ppm; 
1.24— 1.33(m, 2H), 1. 49—1. 60 (m, 4H), 2. 33 (t, J=7. 5H 
z, 2H),2. 55 (t, J=7. 5Hz, 2H), 3. 16 (t, J=8. 5Hz, 2H) , 3.53 
(s, 3H), 3. 75(s, 3H),4.52(t, J=8. 5Hz, 2H) , 5. 12(s,2H), 

OH 



7. 02(s, 1H),7. 21 (dd, J=5.0,8. 0Hz, 1H), 7.48(dt, J=l. 
5,8. 0Hz, 1H), 7. 57 (s, 1H) , 8. 43 (dd, J=l. 5, 5. OHz, 1H), 
8. 44 (d, J=1.5Hz, 1H) 

IIM.32 
(E) -3- (2, 3 -J^b 



h=*'>- 7 



-y^^/U) -2- (5- (3- 



40 



[0164] 
[ft 6 3] 




[0165] (E)~3-[2,3-v ? tKc7-5~ -2- [5- ( 3 - fc? ]) i?/l>) TV V 

V*is* b*is) + 50 Ag£l.O g^f>, HJ6fi»J 1 8 <D{2) t I^oOtj&I- X K> 



45 

WMit&mOOmg LtSfc, 
[0 16 6] • Ht^ ; 115-117t 

H-NMR (400MHz, CDC1 3 ) 6 ppm ; 1. 19—1. 27(m, 
2H), 1.49— 1.59 (m, 4H), 2. 35 (t f J=7. 5Hz, 2H) , 2. 56 (t, J 
=7. 5Hz, 2H), 3. 14 (t, J=8. 5Hz,2H), 3. 72 (s, 3H) , 4. 50 (t, 
J=8. 5Hz,2H), 6. 83 (s, 1H), 7. 23(dd, J=5. 0, 8. 0Hz, 1H) , 
7. 49(dt,J=1.5,8.0Hz, 1H), 7.59(s, 1H), 8.43(dd,J=l. 

OH 



( 24 ) 4$B3>p5_3 1 0 7 2 4 

46 

5, 5. 0Hz, lH),8.45(d, J=1.5Hz, 1H) 

mmm 3 3 

( Z )__- 3 - ( 2 , 3 r Jy t Kp-5 - b Kn^ri/- 6 

7L>! ...h± ^fTJl.-^:^2Jr.^^ 2- [5- (JL= 

[0 16 7] 
Ut6 4] 




[0168] (Z) -3- [2, Kd 

(> h^rv/^ -6-^ h*v—7 

-2- [5- 'O'^vU] T^U 

[0169] • ; 150-151t 

•' H-NMR (400MHz, CDC1, ) 6 ppm ; 1. 42— 1. 44 (m, 
2H), 1.60— 1.70(m,4H), 2. 48 (t, J=7. 5Hz, 2H) , 2. 63 (t, J 
=7. 5Hz,2H), 3.09(t, J=8. 5Hz, 2H), 3. 68 (s, 3H) , 4. 47 (t, 

OH 



J=8. 5Hz, 2H), 6. 58 (s, 1H), 6. 75 (s, 1H) , 7. 24 (dd, J=5. 0, 
8.0Hz, 1H), 7. 55 (bd, J=8.0Hz),8. 42 (dd, J=1.5, 5. 0Hz, 1 
H), 8.45(d, J=1.5Hz, 1H) 

20 . J? ). 3 - (6-jc h^y/ - 2, 3-v^t: K u - 5 - 
[0 17 0] 

[fbe 5] 



[5- (3 




[0171] (E) -3- [6 -Ji h^rv-- 2, 3 - 

/i*0 -2- (5- (3-t°y y/u) ^V^AO T^yA' 
M^?-^ 6.5g^e>, *160U l 8 £ia«0>*ifefc:j: 9^ 

[0 17 2] H-NMR (400MHz, CDC1 3 ) 6 ppm; 
1.23— 1.33 (m,5H), 1. 49— 1. 56 (m, 4H) , 2. 36 (t, J=7. OH 
z, 2H),2. 55(t,J=7. 0Hz, 2H), 3. 13 (t, J=8. 5Hz, 2H) , 3.92 
(q, J=7. 0Hz,2H),4. 50 (t, J=8. 5Hz, 2H) , 6. 83 (s, 1H), 7.2 

OH 



40 



5(dd, J=5. 0, 8.0Hz, 1H) , 7. 49 (bd, J=8. 0Hz, 1H), 7. 60(s, 1 
H), 8.43— 8.45 (m, 2H) 

SUM? 5 

(E) - 3 - (2, 3-_S£fc KP-5-b Kp^->- 6 
~ - I - "^ZZ 7 E^j ~ 2 - [ 5 - (3 

[0 17 3] 
[ft6 6] 




[0174] (E) -3- (2, 3-^th'P-5- 



50 (> h^C/^ h*^) 



( 25 ) 



47 

5— AO -2- (5- ( 3 - fc" y >vu) -O^/u) 

9«H{t-&* l.5gt*feMfttLTftfc. 
[0 17 5] H-NMR (400MHz, CDC1 3 ) 6 ppm ; 
0.98(t, J=7. 5Hz, 3H), 1. 23— 1. 27(m, 2H), 1.50—1.55 
(id, 4H) . 1 . 72 (t t, J=7. 5, 7. 5Hz, 2H) , 2. 37 (t, J=7. 5Hz, 2 
H), 2. 55 (t, J=7. 5Hz, 2H),3. 13 (t, J=8. 5Hz,2H), 3.80(t, 
J=7. 5Hz,2H), 4. 50(t,J=8.5Hz,2H),6.82(s, 1H), 7.24(d 

OH 



d, J=5. 0, 8. 0Hz, 1H) 
8. 43—8. 45 (m, 2H) 

mmm3 6 

.J.E) -3- (e-^f '/l'ttis 
~ 5 - t Kp**>- 7 

( 3 - tf ]) 

[0 1 7 6] 

[ft 6 7] 



3 1 0 7 2 4 

48 

7. 50 (bd, J=8. OHz, 1H) , 7. 61 (s, 1H) , 



2, 3 -5*fc Kni 




[0 17 7] (E) -3- [6-^f/U«'>-2, 
3->>fc Kp-5- b^v^ h^vO - 7 
7 7^) -2- [5- (3-t°y O/U) -O^vU] T 
^y/u^^A i.5gri»£>, HJ60»]l 8 irlslfilo^iSfejc 20 

[0 178] • 1 H-NMR (400MHz, CDC1.) 6 ppm; 
0.86(t, J=7. 0Hz, 3H), 1. 20— 1. 42 (m, 10H) , 1.46—1.58 §£ 
(m,4H), 1.69(tt, J=7. 5, 7. 5Hz,2H), 2. 36 (t, J=7. 5Hz, 2 [0 1 7 9] 

H), 2. 55 (t, J=7. 5Hz, 2H),3. 13 (t, J=8. 5Hz, 2H), 3. 83 (t, [fL6 8] 

J=7. 0Hz, 2H), 4. 49 (t, J=8. 5Hz, 2H) , 6. 83 (s, 1H), 7. 22 (d 

0CH 2 0CH 3 



d, J=5. 0, 8. 0Hz, 1H), 7.48(dt, J=1.5,8. 0Hz, lH),7.60(s, 
1H), 8. 43 (dd, J=1.5,5.0Hz, 1H), 8. 45 (d, J=l. 5Hz, 1H) 
3 7 

(E) -3- [2, 3 -^bKP-6-^h^>- 5- 

_l>Lfc ^>_^,hjr_vQ 7-^^^^^^ 
a] - : 



[ 5 - ( 3 - t° y z?/U) 



'^vi*] T * y >^ 




[0180] (E) - 3- [2, 

b^riy- 5 - (^ h^r>^ h^r» -4-y?vU-7- 
-<y/7 7^) -2- (5- (3-t°y^yU) ^V^- 
M 7^y;HSxf;u^t), Slil8(7)(l) <tfWj«co 

[0 18 1] • 1 H-NMR (400MHz, CDC1 3 ) 5 ppm; 
1.24 — 1.33 (m,2H), 1. 45— I. 65 (m, 4H) , 2. 23(s, 3H) , 2. 3 
3(t, J=7. 5Hz,2H), 2.56(t, J=7. 5Hz,2H), 3. 09 (t, J=8. 5H 
z,2H),3. 59 (s, 3H), 3. 71 (s, 3H), 4. 54 (t, J=8. 5Hz, 2H) , 



5.01(s,2H),7. 23 (bs, 1H), 7. 48 (d, J=9. OHz, 1H) , 7.57 
(s, 1H), 8.45(bs,2H) 

mmm s s 

( E) -3- (2, 3~j£b Kp-5-b 



— 2* h =fr »>— 4 - ^ 9vU— 7 — 



- 2- 



40 



C 5 - ( 3 - y vvu) 
[0 18 2] 
[ft 6 9] 



( 26 ) 




- 3 1 0 7 2 4 

50 



[0183] (E) -3- [2, 3-i/t Kn-5- 
M h^r>^ b*is) ~6-> h^ri/-4-^^yU- 7 
-^<y/77^) -2- [5- (3-fc°y^) 

[0 18 4] • 1 H-NMR (400MHz, CDCL ) 5 ppm ; 
1.21 — 1. 31 (m,2H), 1.44— 1.64 (m,4H), 2. 19(s, 3H), 2. 3 
7(t, J=7. 5Hz,2H), 2. 56 (t, J=7. 5Hz,2H), 3. 09 (t, J=7. 5H 
z, 2H),3. 70 (s, 3H), 4. 51 (t, J=8. 5Hz, 2H) , 7. 22(dd,J=5. 

OH 



10 



0, 7. 5Hz, lH),7.48(bd, J=7. 5Hz, 1H), 7. 60(s, 1H), 8.42 
—8. 46 (m, 2H) 

mmm 3 9 

(E) -3 — (2, 3-^_ Kd — 5 — t .Kd^;>-6 



b*is— 4 - ^ ^/U - 7 - 
C 5 - ( 3 - fc° ^ is/U) is/y) T?J)/ 
[0 18 5] 
lit 7 0 ] 



2 - 




[0186] (E) -3- (2, 3-is\z Kn-5- 
h=*:X^ h=^» -6-> h*i/-4->^y^-7 
—<y/77^] -2- (5- (3-1^ v^U) 

r^y^*ji^ i.5 g ^^>, mmmi stmm 

[0187] • 8t£ ; 1 4 5-1 4 6t 

• 1 H-NMR (400MHz, CDC1 3 ) 6 ppm ; 1. 23—1. 29(m, 
4H), 1.43~1.60(m,4H), 2. 20 (s, 3H) , 2. 36(t, J=7. OHz, 2 
H), 2. 57 (t, J=7. 0Hz, 2H) , 3. 10 (t, J=8. 5Hz, 2H) , 3. 69 (s, 



30 



3H), 4.52(t, J=8.5Hz,2H), 7. 24 <dd, J=5. 0, 8. OHz, 1H) , 
7.50(dt, J-1.5, 8.0Hz, 1H), 7. 59(s, 1H), 8.44— 8. 46(m, 
2H) 

MM&l 4 0 

4 - { [ 3 , 4 - is b K g - 6 - M h^r^ h^y/) 
-5- (3 - \f]) is ;i> ^/u) - 2H-1 — <>^j/eg 
7 ->T ^-^r->} 

[0188] 

Hfc 7 1 ] 



0CH 2 0CH 3 




C0 2 H 



[0189] mmm 3 -c«j&* *Lt 4 - { c 3 , 4 - is 

t Ko-6- -5- 

» kb^^a- i.4g7&»&, njfi^ji 8co(i) tmm<D 

[0 19 0] • 1 H-NMR (400MHz, CDCL ) 6 ppm; 
1. 89 (tt, J=7. 0, 7. OHz, 2H) , 2. 16(tt, J=7. 5, 7. 5Hz, 2H) , 50 



2. 41 (t, J=7. 5Hz, 2H), 2. 57 (t, J=7. OHz, 2H) , 3. 44 (s, 3 
H),4.00— 4. 05(m,4H), 4. 08(s,2H), 5. 01 (s, 2H) , 6.37 
(s, 1H), 7. 24 (bs, 1H) , 7. 5 (bd, J=8. OHz, 1H) , 8. 45 (bs, 2 
H) 

H M'14 i 

4- {- { 3,-4-^ b KP -6- fc (3 
- tiVis/U^ ^yU) -2H-1 -^>ye7y ~ 7 - <± 



[0191] 



( 27 ) 



51 



ftMPl¥5-3 1 0 7 2 4 
52 



Ut7 2} 




C0 2 H 



[0192] 4~ { [3, 4-v ? t,KP-6- M 
>^ h^v') -5- (3 -fc°!) vvu;* ^yu) -2H-1 
V- t^i/) §S®f860mg frh, 

[0 19 3] -B^; 1 40-1 4 2t 

• 1 H-NMR (400MHz, DMSO-d* ) 8 ppm ; 1. 80(tt, J= 
7. 0, 7. 0Hz, 2H) , 1. 91 (tt, J=7. 5, 7. 5Hz, 2H) , 2. 41—2. 53 
(m,4H), 3. 89—3. 93(m,6H), 6.28(s, 1H), 7.20—7.28 
(m, 1H) , 7. 46 (bd, J=8. OHz, 1H) , 8. 28 —8. 44 (m, 2H) 

mmm4 2 

(E) -3- (3, 4-i?\i Kp-6- U b*is* b 
^r-» -5- (3 -b°y vVt^ ^/u) - 2H-1- ^ > 

[0194] 
[ft7 3] 

OCH*OCH 3 

CO2H 




[0195] (E) -3- [3, Kp-6- 

h^v^) -5- (3- t°y vvi^^/U) - 
2 H — 1 -^y/t"^^- 7 — -f AO T^y/^^^/U 

l.og^b, ^^yi8(7)(i) tmm<D2rm^£ vmm 

{fc^900mg ^SfeUf^ LTttito 

[0196] • ' H - NMR (400MHz, CDC1 3 ) 5 ppm ; 
1.94(tt, J=7. 0, 7. 0Hz,2H), 2. 55 (t, J=7. OHz, 2H) , 3.52 
(s,3H),4. 09 (t, J=7. 0Hz,2H), 4.09(s, 2H), 4. 89 (s, 2H), 

6.41(d, J=15.0Hz, lH),7.03(s, 1H), 7. 22 (dd, J=5. 0, 8. 0 
Hz, 1H), 7. 42(dt, J=1.5,8.0Hz, 1H) , 8. 02 (d, J=15. OHz, 1 
H), 8. 45 (dd, J=1.5, 5.0Hz, 1H), 8. 49 (d, J=l. 5Hz, 1H) 

mm&u 3 

6 - M Kn^r-y - 5 



20 



30 



40 



[0197] 
Ut7 4] 




C0 2 H 



[0198] (E) -3- [3, Kp-6- 

h^r^ h^rv') -5- (3- t e y vVU^^vW) - 
2H-1 -^y/k°7>- 7—^/1"] r^y/u®^<b, 

[0199] • MfiL ; 1 9 5-1 9 7t 

H-NMR (400MHz, DMSO-d* ) 6 ppm ; 1. 82 (tt, J= 
7. 0, 7. OHz, 2H) , 2. 54 (t, J=7. OHz, 2H) , 3. 95 (t, J=7. OHz, 2 
H), 3.98(s, 2H), 6. 36 (d, J=15. OHz, 1H), 6. 96 (s, 1H) , 7. 
25 (dd, J=5. 0, 8. OHz, 1H), 7. 43 (dt, J=l. 5, 8. OHz, 1H), 7.9 
0(d, J=15. OHz, 1H), 8. 34(dd, J=1.5, 5. OHz, 1H), 8. 37 (d, 
J=1.5Hz, 1H), 8. 73(bs, 1H) 

mmm4 4 

(E) -3- (3, KP-6-t Kp^'>-7 

-^ f;^ 5- (3-ey 'Jju/^ji^) - 2H -1 — ^ 

[0 2 0 0] 
[ft 7 5] 



(E) - 3 - [3, 4->?fc Kp 

- (3- t:°y vvU^fvlO -2H-1-- 




COzH 



50 



( 28 ) 
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[0 20 1J (E) -3- [3, 4-S>fc Kd-6- 
U h*>0 -7-^^/U-5- (3-fc°y ^ 

/U^^vU) - 2H-l-'<y/t s 7>'-8-^^) 
yyUKa:^ 1. 7 g H%0»J 1 8 £ p3]«C7);frj£|C J: 

9«»b*«200mg S:6fe8fitLt»fc. 
[0 2 0 21 • Rj£ ; 2 5 9 ~ 2 6 1 *C 
• 1 H-NMR(400MHz, CDC1 3 +DMS0-d« ) 6 ppm ; 1. 95 
(tt, J=7.0,7.0Hz, 2H), 2.33(s,3H), 2. 60 (t, J=7. OHz, 2 
H),4.06(s,2H), 4. ll(t, J=7. 0Hz,2H), 6. 50 (d, J- 15. OH 

OH 



ftm¥-5-3 1 0 7 2 4 
54 




z, 1H),7. 18(dd, J=5.0, 8. OHz, 1H), 7. 45(dt 
z, lH),7.86(d, J=15.0Hz, 1H), 8.37(dd, J=l 
H), 8.45(d, J=1.5Hz, 1H) 

.4 - | t 3 , 4 - j£ t K d - 6 - t_ K p ^ 

J. J.PJ "2z...(j 3 .~^?(M. - 1 - b' 

[0 2 0 3] 
[fb7 6] 



C0 2 H 



. J=L5, 8. OH 
. 5, 5. OHz, 1 



V- - 7 - 

— /l/) - 2 H 



[0 2 04] 4 - { [3, 4-^tKo-6- 
>^ h^rv") -7- C (E) -2- (3-fc°y^) - 20 
l-tT—zU) - 2H-l-^y/t°7>-5-^^) * 
B&B^?vW560nig frh. UttM 1 8<tl^«^ffi 
^ J: «9^JH{b^260mg Srftfe«IS?KKi: lt#t 0 Hz, 1 H) 

[0 2 0 5] • ' H-NMR (400MHz, CDCl* ) 5 ppm ; Hz, 1 H) 

1. 94 (tt, J = 7. O, 7. OHz, 2H) , z, 1 H) , 

2. 10 (tt, J = 7. 5, 7. 5Hz, 2H) , z, 1H), 
2. 54 (t, J=7. 5Hz, 2H) , 2. 74 



(t, j=7. OHz, 2H) , 3. 96 (t, J — 
7. 5Hz, 2H) , 4. 08 (t, J = 7. OHz, 
2H) , 6. 38 (s, 1 H) , 6. 54 (d, J 
= 13. OHz, 1H), 6. 72 (d, J = 13. 0 



7. 2 1 (d d, J =5. 0, 8. 0 
, 7. 63 (dt, J = 1 . 5, 8. OH 
8. 3 4 (d d, J = 1 . 5, 5. OH 
8. 45 (d, J = 1 . 5Hz, 1H) 



7 a is y^<— i>(D$t$ 

(51) int. ci/ KgijK-s- iriHMmm^ fi mmm^mm 

C 0 7 D 405/06 2 1 3 8829-4 C 

405/12 2 1 3 8829-4 C 

//(C0 7D 405/06 

213:00 6701-4C 

311:00) 7729-4C 
(C 0 7 D 405/06 

213:00 6701-4C 

307:00) 7729-4 C 
(C 0 7 D 405/12 

213:00 6701— 4C 

311-00) 7729-4 C 



(72)*W# ffl_t jfctil 

3c^mo< &T\imm2 -20-12 MKA>f 
^203 

(72) «W* ^P3 Wtt 

«lo< tfmafe*3 -18- 7 
T-<^ — B201 



<72)*W# *H Sf3 

^^0<{*m#R4-19-13 ^Oi^ 
203 

(72)^0^# 

-jKMc*0< (irtj^^^2 -23- 5 * 
^H304 



( 29 ) 
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